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AMENDMENTS TO THE CLAIMS 



Claims 1-16 (cancelled) 



Claim 17 (currently amended): A compound having the Formula: 

,1 




or a pharmaceutical^ acceptable salt thereof, wherein; 

B is selected from the group consisting of hydrido, C2-C8 alkyl, C3-C8 alkenyl, 
C3-C8 alkynyl, and C2-C8 haloalkyl, wherein each member of group B is optionally 
substituted at any carbon up to and including 6 atoms from the point of attachment of B 
to A with one or more of the group consisting of R 32 , R 33 , R 34 , R 35 , and R 36 ; 

R 32 , R 33 , R 34 , R 35 , and R 36 are independently selected from the group consisting 
of hydrido, acetamido, haloacetamido, amidino, guanidino, alkoxy, hydroxy, amino, 
alkoxyamino, lower alkylamino, alkylthio, amidosulfonyl, monoalkyl amidosulfonyl, 
dialkyl amidosulfonyl, alkyl, halo, haloalkyl, haloalkoxy, hydroxyalkyl, carboalkoxy, 
carboxy, carboxamido, cyano, and Q b ; 

A is selected from the group consisting of single covalent bond and 
(CH(R 15 )) pa -(W 7 ) rr wherein rr is an integer selected from 0 through 1, pa is an integer 
selected from 0 through 3, and W 7 is selected from the group consisting of (R 7 )NC(0) 
and N(R 7 ) with the proviso that no more than one of the group consisting of rr and pa is 
0 at the same time; 

R 7 is selected from the group consisting of hydrido, hydroxy and alkyl; 

R 15 is selected from the group consisting of hydrido, halo, alkyl, and haloalkyl; 
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R 1 and X° are independently selected from the group consisting of hydrido, 
hydroxy, hydroxyamino, amidino, amino, cyano, hydroxyalkyl, alkoxy, alkyl, alkylamino, 
aminoalkyl, alkylthio, alkoxyamino, haloalkyl, haloalkoxy, and halo; 

R 2 is Z°-Q; 

Z° is selected from the group consisting of a covalent single bond, O, S, NH, and 

CH 2 ; 

Q is selected from the group consisting of aryl and heteroaryl, wherein a carbon 
adjacent to the carbon at the po i nt of attachment i s optional l y subst i tuted by R Vfoe 
other carbon adjacent to the carbon at the po i nt of attachment i s optiona ll y subst i tuted 
by-R 1 ^ , a carbon adjacont to R r and two atoms from tho carbon at the po i nt of 
attachment i s opt i ona ll y subst i tuted by R^, a carbon adjacent to R ^~ and two atoms from 
the carbon at the point of attachment is optionally subst i tuted by R ^ , and any carbon 
adjacent to both R ^ and R^is optionally substituted by R ^t (a) a ring carbon in a first 
alpha position relative to the ring carbon at the point of attachment is optionally 
substituted by R 9 , (b) a ring carbon in a second alpha position relative to the ring carbon 
at the point of attachment is optionally substituted by R 13 , (c) a ring carbon, in a first 
beta position relative to the ring carbon at the point of attachment and in an alpha 
position relative to the ring atom optionally substituted by R 9 , is optionally substituted by 
R 1Q , (d) a ring carbon, in a second beta position relative to the ring carbon at the point of 
attachment and in an alpha position relative to the ring atom optionally substituted by 
R 13 , is optionally substituted by R 12 , and (e) a ring carbon, if present, in the gamma 
position relative to the ring carbon at the point of attachment and in an alpha position 
relative to each of the ring atoms optionally substituted by R 1Q and R 12 , respectively, is 
optionally substituted by R 11 ; 

R 9 , R 11 , and R 13 are independently selected from the group consisting of hydrido, 
hydroxy, amino, amidino, guanidino, lower alkylamino, alkylthio, alkylsulfonamido, 
alkylsulfinyl, alkylsulfonyl, amidosulfonyl, monoalkyl amidosulfonyl, alkyl, alkoxy, halo, 
haloalkyl, haloalkoxy, hydroxyalkyl, carboxy, carboxamido, and cyano; 

R 10 and R 12 are independently selected from the group consisting of hydrido, 
acetamido, haloacetamido, amidino, guanidino, alkyl, alkoxy, hydroxy, amino, 
alkoxyamino, lower alkylamino, alkylsulfonamido, amidosulfonyl, monoalkyl 
amidosulfonyl, dialkyl amidosulfonyl, hydroxyalkyl, aminoalkyl, carboalkoxy, carboxy, 
carboxyalkyl, amidocarbonyl, halo, haloalkyl, and cyano; 
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Y° is an aryl or heteroaryl of 5 or 6 ring members of the formula (IV): 



R 16/ \ K 2^ \ R 19 



Q 




(IV) 



wherein D 5 , D 6 , J 5 , and J 6 are independently selected from the group consisting of C, N, 
O, S and a covalent bond with the provisos that no more than one is a covalent bond, 
K 2 -is-G, no more than one of D 5 , D 6 , J 5 , and J 6 is O, no more than one of D 5 , D 6 , J 5 , and 
J 6 is S, one of D 5 , D 6 , J 5 , and J 6 must be a covalent bond when two of D 5 , D 6 , J 5 , and J 6 
are O and S, and no more than four of D 5 , D 6 , J 5 , and J 6 are N; 

R 16 , R 17 , aftd R 18 . and R 19 are independently selected from the group consisting 
of hydrido, amidino, guanidino, carboxy, haloalkylthio, alkoxy, hydroxy, amino, lower 
alkylamino, alkylthio, alkylsulfinyl, alkylsulfonyl, alkanoyl, haloalkanoyl, alkyl, halo, 
haloalkyl, haloalkoxy, hydroxyalkyl, aminoalkyl, and cyano; 

R~rc and R 1 ^ aro i ndopondont l y so l octod from tho group consist i ng of: 
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( i ) hydrido, amid i no, guan i d i no, carboxy, ha l oalky l thio, a l koxy, hydroxy, 

am i no, lower alky l am i no, a l ky l th i o, a l ky l sulfiny l , a l ky l sulfony l , a l kanoy l , haloalkanoy l , 
alkyl, halo, haloalkyl, haloalkoxy, hydroxya l ky l , am i noa l kyl, and cyano; and 

(ti)-Q b with the prov i so that no more than ono of and R ^-ie-Q b at tho 

same t i me and that Q fa 4s-Q be t 

Q b is selected from the group consisting of NR 20 R 21 , whoroin Q ^-is-hydrido, 
C(NR 25 )NR 23 R 24 , and N(R 26 )C(NR 25 )N(R 23 )(R 24 ), with the provisos that no more than one 
of R 20 and R 21 is hydroxy at the sam e t i me and that no more than one of R 23 and R 24 is 
hydroxy at the same t i me ; 

R 20 , R 21 , R 23 , R 24 , R 25 , and R 26 are independently selected from the group 
consisting of hydrido, alkyl, and hydroxy; and 

Q s is selected from the group consisting of a single covalent bond, CH 2 , and 
CH 2 CH 2 . 

Claim 1 8 (currently amended): The compound as recited in C l aim claim 1 7 or a 
pharmaceutical^ acceptable salt thereof, wherein; 

B is selected from the group consisting of hydrido, ethyl, 2-propynyl, 2-propenyl, 
propyl, isopropyl, butyl, 2-butenyl, 3-butenyl, 2-butynyl, sec-butyl, terf-butyl, isobutyl, 
2-methylpropenyl, 1-pentyl, 2-pentenyl, 3-pentenyl, 4-pentenyl, 2-pentynyl, 3-pentynyl, 
2-pentyl, 1-methyl-2-butenyl, 1-methyl-3-butenyl, 1-methyl-2-butynyl, 3-pentyl, 1-ethyl- 

2- propenyl, 2-methylbutyl, 2-methyl-2-butenyl, 2-methyl-3-butenyl, 2-methyl-3-butynyl, 

3- methylbutyl, 3-methyl-2-butenyl, 3-methyl-3-butenyl, 1-hexyl, 2-hexenyl, 3-hexenyl, 

4- hexenyl, 5-hexenyl, 2-hexynyl, 3-hexynyl, 4-hexynyl, 2-hexyl, 1-methyl-2-pentenyl, 
l-methyl-3-pentenyl, 1-methyl-4-pentenyl, 1-methyl-2-pentynyl, 1-methyl-3-pentynyl, 
3-hexyl, 1-ethyl-2-butenyl, 1-ethyl-3-butenyl, 1-propyl-2-propenyl, 1-ethyl-2-butynyl, 
1-heptyl, 2-heptenyl, 3-heptenyl, 4-heptenyl, 5-heptenyl, 6-heptenyl, 2-heptynyl, 
3-heptynyl, 4-heptynyl, 5-heptynyl, 2-heptyl, 1-methyl-2-hexenyl, 1-methyl-3-hexenyl, 
1-methyl-4-hexenyl, 1-methyl-5-hexenyl, 1-methyl-2-hexynyl, 1-methyl-3-hexynyl, 
1-methyl-4-hexynyl, 3-heptyl, 1-ethyl-2-pentenyl, 1-ethyl-3-pentenyl, 1-ethyl-4-pentenyl, 
1-butyl-2-propenyl, 1-ethyl-2-pentynyl, 1-ethyl-3-pentynyl, 2,2,2-trifluoroethyl, 
2,2-difluoropropyl, 4-trifluoromethyl-5,5,5-trifluoropentyl, 4-trifluoromethylpentyl, 
5,5,6,6,6-pentafluorohexyl, and 3,3,3-trifluoropropyl, wherein each member of group B 
is optionally substituted at any carbon up to and including 5 atoms from the point of 
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attachment of B to A with one or more of the group consisting of R 32 , R 33 , R 34 , R 35 , and 

R 36. 

R 32 , R 33 , R 34 , R 35 , and R 36 are independently selected from the group consisting 
of hydrido, amidino, guanidino, carboxy, methoxy, ethoxy, isopropoxy, propoxy, 
hydroxy, amino, methoxyamino, ethoxyamino, acetamido, trifluoroacetamido, 
N-methylamino, dimethylamino, N-ethylamino, methylthio, ethylthio, isopropylthio, 
trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, 2,2,3,3,3-pentafluoropropyl, 
trifluoromethoxy, 1,1,2,2-tetrafluoroethoxy, fluoro, chloro, bromo, amidosulfonyl, 
N-methylamidosulfonyl, N,N-dimethylamidosulfonyl, hydroxymethyl, 1-hydroxyethyl, 
2-hydroxyethyl, 2,2,2-trifluoro-1-hydroxyethyl, methoxycarbonyl, ethoxycarbonyl, 
amidocarbonyl, N-methylamidocarbonyl, N,N-dimethylamidocarbonyl, cyano, and Q b ; 
j I A is selected from the group consisting of single covalent bond, NH, N(CH 3 ), 

N(OH), CH 2 , CH 3 CH, CF 3 CH, NHC(O), N(CH 3 )C(0), C(0)NH, C(0)N(CH 3 ), CH 2 CH 2 , 
CH 2 CH 2 CH 2J CH 3 CHCH 2 , and CF 3 CHCH 2 ; 

R 1 and X° are independently selected from the group consisting of hydrido, 
hydroxy, amino, amidino, hydroxyamino, aminomethyl, 1-aminoethyl, methylamino, 
dimethylamino, cyano, methyl, ethyl, trifluoromethyl, pentafluoroethyl, 
2,2,2-trifluoroethyl, methoxy, hydroxymethyl, 1-hydroxyethyl, 2-hydroxyethyl, 
methoxyamino, methylthio, ethylthio, trifluoromethoxy, 1,1,2,2-tetrafluoroethoxy, fluoro, 
chloro, and bromo; 

R 2 is Z°-Q; 

Z° is selected from the group consisting of a covalent single bond, O, S, NH, and 

CH 2 ; 

Q is selected from the group consisting of phenyl; and 2-thienyl, 3-thienyl, 
2-furyl, 3-furyl, 2-pyrrolyl, 3-pyrrolyl, 2-imidazolyl, 4-imidazolyl, 3-pyrazolyl, 4-pyrazolyl, 
2-thiazolyl, 3-isoxazolyl, 5-isoxazolyl, 2-pyridyl, 3-pyridyl, 4-pyridyl, 2-pyrazinyl, 
2-pyrimidinyl, 4-pyrimidinyl, 5-pyrimidinyl, 3-pyridazinyl, 4-pyridazinyl, and 
1 ,3,5-triazin-2-yl heteroarvl rings , wherein a carbon adjacent to the carbon at the po i nt 
of attachment i s opt i onally subst i tuted by R § , tho othor carbon adjacent to tho carbon at 
the point of attachm e nt i s opt i ona l ly substituted by R 1 " 3 , a carbon adjacent to R ^ and two 
atoms from the carbon at the point of attachment i s opt i ona ll y substituted by R^Va 
carbon adjacent to R ^ and two atoms from tho carbon at tho po i nt of attachment i s 
opt i ona ll y substitut e d by R^, and any carbon adjacont to both R ^ and R ^is opt i ona ll y 
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subst i tuted by R ^t (a) a ring carbon in a first alpha position relative to the ring carbon at 
the point of attachment is optionally substituted by R 9 , (b) a ring carbon in a second 
alpha position relative to the ring carbon at the point of attachment is optionally 
substituted by R 13 , (c) a ring carbon, in a first beta position relative to the ring carbon at 
the point of attachment and in an alpha position relative to the ring atom optionally 
substituted by R 9 , is optionally substituted by R 10 , (d) a ring carbon, in a second beta 
position relative to the ring carbon at the point of attachment and in an alpha position 
relative to the ring atom optionally substituted bv R 13 , is optionally substituted by R 12 , 
and (e) a ring carbon, if present, in the gamma position relative to the ring carbon at the 
point of attachment and in an alpha position relative to each of the ring atoms option ally 
substituted bv R 1Q and R 12 , respectively, is optionally substituted bv R 11 ; 

R 9 , R 11 , and R 13 are independently selected from the group consisting of hydrido, 
amidino, guanidino, carboxy, methyl, ethyl, propyl, isopropyl, methoxy, ethoxy, 
isopropoxy, propoxy, hydroxy, amino, N-methylamino, N,N-dimethylamino, 
N-ethylamino, methylthio, ethylthio, isopropylthio, trifluoromethyl, pentafluoroethyl, 
2,2,2-trifluoroethyl, 2,2,3,3,3-pentafluoropropyl, trifluoromethoxy, 
1,1,2,2-tetrafluoroethoxy, fluoro, chloro, bromo, methanesulfonamido, amidosulfonyl, 
N-methylamidosulfonyl, N,N-dimethylamidosulfonyl, hydroxy methyl, 1-hydroxyethyl, 
2-hydroxyethyl, 2,2,2-trifluoro-1-hydroxyethyl, amidocarbonyl, N-methylamidocarbonyl, 
N,N-dimethylamidocarbonyl, and cyano; 

R 10 and R 12 are independently selected from the group consisting of hydrido, 
amidino, guanidino, carboxy, carboxy methyl, methyl, ethyl, propyl, isopropyl, methoxy, 
ethoxy, isopropoxy, propoxy, hydroxy, amino, methoxyamino, ethoxyamino, acetamido, 
trifluoroacetamido, aminomethyl, 1-aminoethyl, 2-aminoethyl, N-methylamino, 
dimethylamino, N-ethylamino, methanesulfonamido, amidosulfonyl, 
N-methylamidosulfonyl, N,N-dimethylamidosulfonyl, hydroxy methyl, 1-hydroxyethyl, 
2-hydroxyethyl, 2,2,2-trifluoro-1-hydroxyethyl, methoxycarbonyl, ethoxycarbonyl, 
amidocarbonyl, N-methylamidocarbonyl, N,N-dimethylamidocarbonyl, fluoro, chloro, 
bromo, and cyano; 
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^e b -4-Q s -g-R^^R tt -§-R^-^R^ benzene, 2 Q b -§-Q s -6-R^-4-R^-2-R^ pyr i d i nc, 
9-e fa -e-Q 5 -2-R t6 -§-R^-4-R^ pyrid i nc ) 2 Q b -4-Q s -3-R^-6-R^ pyraz i nc, 
3-e fa -6-Q 5 -2-R^-§-R^-4-R^ pyridaz i nQ, 2 Q b -§-Q s -6-R^-4-R^ pyr i m i dino, 
5-e b -2-Q 5 -3-R^-6-R^ pyr i midino, 3 Q ta -§-Q s -4-R 16 -2-R t9 th i o phono, 
2^e b -§-Q s -3-R^-44^^ thiophono, 3 Q b -§-Q 5 -4-R^-2-R^ furan, 2 Q b ^^ s ^R^^R t7 fefan 7 
3^ b -§^M^-2-R^ pyrrolo, 2 Q b -§-Q s -3-R^-4-R^ pyrrolo, 4 Q b -2-Q s -§-R^i m i dazolc, 
2^ b -4-Q s -5-R tt i midazolc, 3 Q b -§-Q s -4-R^i soxazo l o, 5 Q b -3-Q 5 -4-R^i soxazo l o, 
2^ b -§-Q*-4-R^ pyrazolo, 4 Q b -2-Q s -5-R^ th i azolo, and 2 Q b -§-Q 5 -4-R t? thiazo l o; 

R 16 , R 17 , afd R 18 , and R 19 are independently selected from the group consisting 
of hydrido, methyl, ethyl, isopropyl, propyl, carboxy, amidino, guanidino, methoxy, 
ethoxy, isopropoxy, propoxy, hydroxy, amino, aminornethyl, 1-aminoethyl, 2-aminoethyl, 
N-methylamino, dimethylamino, N-ethylamino, methylthio, ethylthio, isopropylthio, 
trifluoromethylthio, methylsulfinyl, ethylsulfinyl, methylsulfonyl, ethylsulfonyl, 
trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, 2,2,3,3,3-pentafluoropropyl, 
trifluoromethoxy, 1 ,1 ,2,2-tetrafluoroethoxy, fluoro, chloro, bromo, amidosulfonyl, 
N-methylamidosulfonyl, N,N-dimethylamidosulfonyl, hydroxy methyl, 1-hydroxyethyl, 
2-hydroxyethyl, 2,2,2-trifluoro-1-hydroxyethyl, and cyano; 

and R ^ arc i ndopondontly soloctod from tho group con si st i ng of: 

( i ) hydr i do, methy l , ethy l , i sopropy l , propy l , carboxy, am i d i no, guan i dino, 

methoxy, ethoxy, i sopropoxy, propoxy, hydroxy, amino, am i nornethyl, 1-am i noethy l , 
2-aminoethy l , N-methylam i no, dimethylamino, N-ethy l am i no, methylthio, ethylth i o, 
i sopropy l th i o, trif l uoromethylth i o, methy l su l f i ny l , e thy l su l f i ny l , methy l su l fony l , 
ethy l sulfony l , tr i f l uoromethyl, pentafluoro e thyl, 2,2,2-trifluoroethyl, 
2,2,3,3,3-pentaf l uoropropy l , tr i fluoromethoxy, 1 ,1 ,2,2-tetraf l uoroethoxy, fluoro, chloro, 
bromo, amidosu l fonyl, N-methy l amidosu l fony l , N,N-d i methy l am i dosulfony l , 
hydroxy methyl, 1-hydroxyethy l , 2-hydroxyethy l , 2,2,24r i fluoro-1-hydroxyethy l , and 
cyano; and 

(tt)-Q b with tho prov i so that no more than ono of R ^ and R ^4s-Q b at tho 

same time and that Q b 4s-Q be ; 

Q b is selected from the group consisting of NR 20 R 21 , Q** 3 , whoroin Q^As hydrido, 
C(NR 25 )NR 23 R 24 , and N(R 26 )C(NR 25 )N(R 23 )(R 24 ), with the provisos that no more than one 
of R 20 and R 21 is hydroxy at th e sam e t i m e and that no more than one of R 23 and R 24 is 
hydroxy at the sam e time ; 
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R 20 , R 21 , R 23 , R 24 , R 25 , and R 26 are independently selected from the group 
consisting of hydrido, methyl, ethyl, propyl, butyl, isopropyl, and hydroxy; and 

Q s is selected from the group consisting of a single covalent bond, CH 2 , and 
CH 2 CH 2 . 

Claim 1 9 (currently amended): The compound as recited in C l aim claim 1 8 or a 
pharmaceutically acceptable salt thereof, wherein; 

B is selected from the group consisting of hydrido, ethyl, 2-propenyl, 2-propynyl, 
propyl, isopropyl, butyl, 2-butyl, (R)-2-butyl,(S)-2-butyl, tert-butyl, isobutyl, 1-pentyl, 
3-pentyl, 2-methylbutyl, 2,2,2-trifluoroethyl, 6-amidocarbonylhexyl, 4-methyl-2-pentyl, 

3- hydroxypropyl, 3-methoxy-2-propyl, 2-methoxyethyl, 2-methyl-2-butyl, 3-methyl- 
2-butyl, 2-dimethylaminopropyl, 2-cyanoethyl, 6-hydroxyhexyl, 2-hydroxyethyl, 

2- amidinoethyl, 2-guanidinoethyl, 3-guanidinopropyl, 4-guanidinobutyl, 3-hydroxypropyl, 

4- hydroxybutyl, 6-cyanohexyl, 2-dimethylaminoethyl, 3-methylbutyl, 2-methylbutyl, 
(S)-2-methylbutyl, 3-aminopropyl, 2-hexyl, and 4-aminobutyl; 

A is selected from the group consisting of single covalent bond,CH 2 , NHC(O), 
CH 2 CH 2 , CH 2 CH 2 CH 2 , and CH 3 CHCH 2 ; 

R 1 and X° are independently selected from the group consisting of hydrido, 
hydroxy, amino, amidino, hydroxyamino, aminomethyl, methylamino, cyano, methyl, 
trifluoromethyl, methoxy, hydroxymethyl, methoxyamino, methylthio, trifluoromethoxy, 
fluoro, and chloro; 

R 2 is Z°-Q; 

Z° is selected from the group consisting of a covalent single bond, O, S, NH, and 

CH 2 ; 

Q is selected from the group consisting of 5-amino-3-amidocarbonylphenyl, 

5- amino-2-fluorophenyl, 3-amino-5-hydroxymethylphenyl, 
5-amino-3-methoxycarbonylphenyl, 3-amidinophenyl, 3-amino-2-methylphenyl, 
5-amino-2-methylthiophenyl, 3-aminophenyl, benzyl, 3-carboxyphenyl, 3-carboxy- 
5-aminophenyl, 3-carboxy-5-hydroxyphenyl, 3-carboxymethyl-5-aminophenyl, 

3- carboxymethyl-5-hydroxyphenyl, 3-carboxymethylphenyl, 3-chlorophenyl, 
2-chlorophenyl, 2,6-dichlorophenyl, 3-cyanophenyl, 3-dimethylaminophenyl, 

2- fIuorophenyl, 3-fluorophenyl, 2,5-difluorophenyl, 2-hydroxyphenyl, 3-hydroxyphenyl, 

3- methanesulfonylaminophenyl, 2-methoxyphenyl, 3-methoxyphenyl, 
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3-methoxyaminophenyl, 3-methoxycarbonylphenyl, 2-methylaminophenyl, 
3-methylaminophenyl, 2-methylphenyl, 3-methylphenyl, 4-methylphenyl, phenyl, 
3-trifluoroacetamidophenyl, 3-trifluoromethylphenyl, 2-trifluoromethylphenyl, 
5-amino-2-thienyl, 5-amino-3-thienyl, 3-bromo-2-thienyl, 3-pyridyl, 4-pyridyl, 2-thienyl, 
and 3-thienyl; 

Y° is selected from the group consisting of: 



|S 3^ Q sh^ QS 3^ 




4^e^-4^Q^^R^^R^^_R^^R^bo nzc no , 2 Q b -§^ 5 -6-R^-4-R^-2-R^ pyridino, 
3=e b -6-Q s -2-R^-§-R^-4-R^ pyridino, 3 Q fa -§-Q 5 -4-R^-2-R^ th i ophono, and 
2°e fa -&-Q 5 -3-R^-4-R^ th i ophono; 

R 16 and R 19 are independently selected from the group consisting of: 

(t)-hydrido, amidino, amino, aminomethyl, methoxy, methylamino, hydroxy, 

hydroxymethyl, fluoro, chloro, and cyano;-and 

(H)-Q b w i th tho provioo that no moro than ono of R^ and R ^-is-Q b at tho 

same time and that Q b 4s-Q be ; 

R 17 and R 18 are independently selected from the group consisting of hydrido, 
fluoro, chloro, hydroxy, hydroxymethyl, amino, carboxy, and cyano; 
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Q b is selected from the group consisting of where i n Q ^-is hydrido and 
C(NR 25 )NR 23 R 24 ; 

R 23 , R 24 , and R 25 are independently selected from the group consisting of hydrido 
and methyl; and 
Q s is CH 2 . 

Claim 20 (currently amended): The compound as recited in C l a i m claim 17 
having the Formula: 




or a pharmaceutical^ acceptable salt thereof, wherein; 

B is selected from the group consisting of hydrido, C2-C8 alkyl, C3-C8 alkenyl, 
C3-C8 alkynyl, and C2-C8 haloalkyl, wherein each member of group B is optionally 
substituted at any carbon up to and including 6 atoms from the point of attachment of B 
to A with one or more of the group consisting of R 32 , R 33 , R 34 , R 35 , and R 36 ; 

R 32 , R 33 , R 34 , R 35 , and R 36 are independently selected from the group consisting 
of hydrido, acetamido, haloacetamido, amidino, guanidino, alkoxy, hydroxy, amino, 
alkoxyamino, lower alkylamino, alkylthio, amidosulfonyl, monoalkyl amidosulfonyl, 
dialkyl amidosulfonyl, alkyl, halo, haloalkyl, haloalkoxy, hydroxyalkyl, carboalkoxy, 
carboxy, carboxamido, cyano, and Q b ; 

A is selected from the group consisting of single covalent bond and 
(CH(R 15 )) pa -(W 7 ) rr wherein rr is an integer selected from 0 through 1 , pa is an integer 
selected from 0 through 3, and W 7 is N(R 7 ); 

R 7 is selected from the group consisting of hydrido and alkyl; 

R 15 is selected from the group consisting of hydrido, halo, alkyl, and haloalkyl; 
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R 1 and X° are independently selected from the group consisting of hydrido, 
hydroxy, hydroxyamino, amidino, amino, cyano, hydroxyalkyl, alkoxy, alkyl, alkylamino, 
aminoalkyl, alkylthio, alkoxyamino, haloalkyl, haloalkoxy, and halo; 

R 2 is Z°-Q; 

Z° is a covalent single bond; 

Q is selected from the group consisting of aryl and heteroaryl wherein a carbon 
adjacent to the carbon at the po i nt of attachment i s optional l y subst i tuted by R Vthe 
other carbon adjacent to the carbon at the po i nt of attachment i s optional l y subst i tuted 
by-K™ , a carbon adjacent to R ^ and two atoms from tho carbon at tho po i nt of 
attachment is opt i onal l y substituted by R 1 * , a carbon adjacent to R ^ and two atoms from 
the carbon at the po i nt of attachment i s optionally subst i tuted by R ^ , and any carbon 
adjacent to both R ^ and R ^ is opt i ona ll y substituted by R ^t (a) a ring carbon in a first 
alpha position relative to the ring carbon at the point of attachment is optionally 
substituted by R 9 , (b) a ring carbon in a second alpha position relative to the ring carbon 
at the point of attachment is optionally substituted by R 13 , (c) a ring carbon, in a first 
beta position relative to the ring carbon at the point of attachment and in an alpha 
position relative to the ring atom optionally substituted bv R 9 , is optionally substituted by 
R 10 , (d) a ring carbon, in a second beta position relative to the ring carbon at the point of 
attachment and in an alpha position relative to the ring atom optionally substituted bv 
R 13 , is optionally substituted bv R 12 . and (e) a ring carbon, if present in the gamma 
position relative to the ring carbon at the point of attachment and in an alpha position 
relative to each of the ring atoms optionally substituted bv R 1Q and R 12 , respectively, is 
optionally substituted bv R 11 ; 

R 9 , R 11 , and R 13 are independently selected from the group consisting of hydrido, 
hydroxy, amino, amidino, guanidino, lower alkylamino, alkylthio, alkoxy, alkylsulfinyl, 
alkylsulfonyl, amidosulfonyl, monoalkylamidosulfonyl, alkyl, halo, haloalkyl, haloalkoxy, 
hydroxyalkyl, carboxy, carboxamido, and cyano; 

R 10 and R 12 are independently selected from the group consisting of hydrido, 
acetamido, haloacetamido, amidino, guanidino, alkyl, alkoxy, alkoxyamino, aminoalkyl, 
hydroxy, amino, lower alkylamino, alkylsulfonamido, amidosulfonyl, monoalkyl 
amidosulfonyl, dialkyl amidosulfonyl, hydroxyalkyl, aminoalkyl, halo, haloalkyl, 
carboalkoxy, carboxy, carboxyamido, carboxyalkyl, and cyano; 

Y° is an aryl or heteroaryl of 5 or 6 ring members of the formula (IV): 
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(IV) 



wherein D 5 , D 6 , J 5 , and J 6 are independently selected from the group consisting of C, N, 
O, S and a covalent bond with the provisos that no more than one is a covalent bond, 
K 2 -4s-Gt no more than one of D 5 , D 6 , J 5 , and J 6 is O, no more than one of D 5 , D 6 , J 5 , and 
J 6 is S, one of D 5 , D 6 , J 5 , and J 6 must be a covalent bond when two of D 5 , D 6 , J 5 , and J 6 
are 0 and S, and no more than four of D 5 , D 6 , J 5 , and J 6 are N; 

R 16 , R 17 , aftd R 18 . and R 19 are independently selected from the group consisting 
of hydrido, amidino, guanidino, carboxy, haloalkylthio, alkoxy, hydroxy, amino, lower 
alkylamino, alkylthio, alkylsulfinyl, alkylsulfonyl, alkanoyl, haloalkanoyl, alkyl, halo, 
haloalkyl, haloalkoxy, hydroxyalkyl, aminoalkyl, and cyano; 

R^-and-R"^ aro indopondontly se l ected from tho group conoiot i ng of: 
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(i) hydr i do, am i dino, guan i dino, carboxy, ha l oa l ky l th i o, alkoxy, hydroxy, 

amino, l ow e r a l kylamino, a l kylth i o, alky l su l finy l , alky l sulfony l , alkanoy l , ha l oalkanoyl, 
alky l , ha l o, haloalkyl, haloalkoxy, hydroxya l ky l , am i noa l ky l , and cyano; and 

(tf)-Q b w i th tho prov i oo that no more than one of R ie -afld-R^4s-Q tr et-the 

same t i me and that Q b -ts-Q be ; 

Q b is selected from the group consisting of NR 20 R 21 , Q te whoroin Q te 4s hydrido, 
N(R 26 )C(NR 25 )N(R 23 )(R 24 ), and C(NR 25 )NR 23 R 24 ; 

R 20 , R 21 , R 23 , R 24 , R 25 , and R 26 are independently selected from the group 
consisting of hydrido and alkyl; and 

Q s is CH 2 . 

Claim 21 (currently amended): The compound as recited in Gtetm claim 17 or a 
pharmaceutical^ acceptable salt thereof, wherein; 

B is selected from the group consisting of hydrido, ethyl, 2-propenyl, 2-propynyl, 
propyl, isopropyl, butyl, 2-butenyl, 2-butynyl, sec-butyl, tert-butyl, isobutyl, 

2- methylpropenyl, 1-pentyl, 2-pentenyl, 3-pentenyl, 2-pentynyl, 3-pentynyl, 2-pentyl, 

3- pentyl, 2-methylbutyl, 2-methyl-2-butenyl, 3-methyl butyl, 3-methyl-2-butenyl, 1-hexyl, 

2- hexenyl, 3-hexenyl, 4-hexenyl, 2-hexynyl, 3-hexynyl, 4-hexynyl, 2-hexyl, 

1- methyl-2-pentenyl, 1-methyl-3-pentenyl, 1-methyl-2-pentynyl, 1-methyl-3-pentynyl, 

3- hexyl, 1-ethyl-2-butenyl, 1-heptyl, 2-heptenyl, 3-heptenyl, 4-heptenyl, 5-heptenyl, 

2- heptynyl, 3-heptynyl, 4-heptynyl, 5-heptynyl, 2-heptyl, 1-methyl-2-hexenyl, 
1-methyl-3-hexenyl, 1-methyl-4-hexenyl, 1-methyl-2-hexynyl, 1-methyl-3-hexynyl, 
1-methyl-4-hexynyl, 3-heptyl, 1-ethyl-2-pentenyl, 1-ethyl-3-pentenyl, 1-ethyl-2-pentynyl, 
1-ethyl-3-pentynyl, 2,2,2-trifluoroethyl, 2,2-difluoropropyl, 

4- trifluoromethyl-5,5,5-trifluoropentyl, 4-trifluoromethylpentyl, 5,5,6, 6,6-pentafluorohexyl, 
and 3,3,3-trifluoropropyl, wherein each member of group B is optionally substituted at 
any carbon up to and including 5 atoms from the point of attachment of B to A with one 
or more of the group consisting of R 32 , R 33 , R 34 , R 35 , and R 36 ; 

R 32 , R 33 , R 34 , R 35 , and R 36 are independently selected from the group consisting 
of hydrido, amidino, guanidino, methyl, ethyl, methoxy, ethoxy, hydroxy, amino, 
N-methylamino, dimethylamino, methylthio, ethylthio, trifluoromethyl, pentafluoroethyl, 
2,2,2-trifluoroethyl, fluoro, chloro, bromo, amidosulfonyl, N-methylamidosulfonyl, 
hydroxymethyl, amidocarbonyl, carboxy, cyano, and Q b ; 
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A is selected from the group consisting of: 

(i) a single covalent bond, NH, N(CH 3 ), CH 2 , CH 3 CH, and CH 2 CH 2 ; and 

(ii) CH 2 N(CH 3 ), CH 2 N(CH 2 CH 3 ), CH 2 CH 2 N(CH 3 ), and CH 2 CH 2 N(CH 2 CH 3 ) 
with the proviso that B is hydrido; 

X° is selected from the group consisting of hydrido, hydroxy, amino, amidino, 
aminomethyl, cyano, methyl, trifluoromethyl, hydroxymethyl, and fluoro; 

R 1 is selected from the group consisting of hydrido, hydroxy, amino, 
aminomethyl, methylamino, cyano, methyl, trifluoromethyl, methoxy, methylthio, 
trifluoromethoxy, fluoro, and chloro; 

R 2 is selected from the group consisting of phenyl; and 2-thienyl, 2-furyl, 
2-pyrrolyl, 2-imidazolyl, 2-thiazolyl, 3-isoxazolyl, 2-pyridyl, and 3-pyridyl heteroaryl rings , 
wherein a carbon adjacent to the carbon at the po i nt of attachment is optional l y 
substituted by R § , tho other carbon adjacent to tho carbon at tho point of attachmont io 
opt i ona l ly substituted by a carbon adjacent to R ^ and two atoms from tho carbon at 
the po i nt of attachment is opt i ona l ly subst i tuted by R 1 ^ , a carbon adjacont to R ^ and two 
atoms from the carbon at the point of attachment i s opt i onally subst i tuted by R ^v-and 
any carbon adjacent to both R ^ and R ^ io opt i onal l y subst i tuted by R ^t (a) a ring 
carbon in a first alpha position relative to the ring carbon at the point of attachment is 
optionally substituted by R 9 , (b) a ring carbon in a second alpha position relative to the 
ring carbon at the point of attachment is optionally substituted by R 13 , (c) a ring carbon, 
in a first beta position relative to the ring carbon at the point of attachment and in an 
alpha position relative to the ring atom optionally substituted by R 9 . is optionally 
substituted bv R 10 , (d) a ring carbon, in a second beta position relative to the ring 
carbon at the point of attachment and in an alpha position relative to the ring atom 
optionally substituted bv R 13 , is optionally substituted bv R 12 , and (e) a ring carbon, if 
present, in the gamma position relative to the ring carbon at the point of attachment and 
in an alpha position relative to each of the ring atoms optionally substituted bv R 1Q and 
R 12 , respectively, is optionally substituted bv R 11 ; 

R 9 , R 11 , and R 13 are independently selected from the group consisting of hydrido, 
methyl, ethyl, methoxy, ethoxy, hydroxy, amino, N-methylamino, N,N-dimethylamino, 
methylthio, trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, fluoro, chloro, bromo, 
amidosulfonyl, N-methylamidosulfonyl, N,N-dimethylamidosulfonyl, hydroxymethyl, 
1-hydroxyethyl, amidocarbonyl, N-methylamidocarbonyl, carboxy, and cyano; 



18 



o 



o 



PHA 4160.1(3202/1) 
Express Mail No. EV 233502796 US PATENT 

R 10 and R 12 are independently selected from the group consisting of hydrido, 
amidino, amidocarbonyl, N-methylamidocarbonyl, guanidino, methyl, ethyl, methoxy, 
ethoxy, hydroxy, hydroxymethyl, 1-hydroxyethyl, 2-hydroxyethyl, carboxy, 
carboxymethyl, amino, acetamido, trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, 
trifluoroacetamido, aminomethyl, N-methylamino, dimethylamino, amidosulfonyl, 
N-methylamidosulfonyl, N,N-dimethylamidosulfonyl, methoxycarbonyl, fluoro, chloro, 
bromo, and cyano; 

Y° is selected from the group consisting of: 
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^fa.4^^-g-R^-3-R^-§-R^-6-R^ bcnzono t 2 Q fa -§^ 5 -6^^-4^^-2^^pyfid^ 
^efa-§^^-3-R^-4-R^ th i ophcno, 3 Q b -6^ s -2^^-^^-4^^pyfMif^ 
^Q^_§_Q^.4^^.g^)^ th i ophono, 3 Q fa -§-Q 5 -4-R^-2-R^ furan ? 2 Q b -§^ 5 -^^-4^^fafef^ 
»e b -&-Q s -4-R^-2-R^ pyrro l Q, 2 Q b -§-Q 5 -3-R^-4-R^ pyrro l o, 4 Q b -2-Q s -5-R^ th i azo l o, and 
2-e b -5-Q 5 -4-R^ thiozolo ; 

R 16 , R 17 , R 18 , and R 19 are independently selected from the group consisting of 
hydrido, methyl, ethyl, amidino, guanidino, methoxy, hydroxy, amino, aminomethyl, 
1-aminoethyl, 2-aminoethyl, N-methylamino, dimethylamino, methylthio, ethylthio, 
trifluoromethylthio, methylsulfinyl, methylsulfonyl, trifluoromethyl, pentafluoroethyl, 
2,2,2-trifluoroethyl, trifluoromethoxy, fluoro, chloro, amidosulfonyl, 
N-methylamidosulfonyl, hydroxymethyl, carboxy, and cyano; 

Q b is selected from the group consisting of NR 20 R 21 , C(NR 25 )NR 23 R 24 , and 
N(R 26 )C(NR 25 )N(R 23 )(R 24 ) , with the prov i so that sa i d Q b group i o bonded diroctly to a 
carbon atom ; 

R 20 , R 21 , R 23 , R 24 , R 25 , and R 26 are independently selected from the group 
consisting of hydrido, methyl, and ethyl; and 



Claim 22 (currently amended): The compound as recited in C l a i m claim 21 or a 
pharmaceutical^ acceptable salt thereof, wherein; 

B is selected from the group consisting of hydrido, ethyl, 2-propenyl, 2-propynyl, 
propyl, isopropyl, butyl, 2-butyl, (R)-2-butyl,(S)-2-butyl, terf-butyl, isobutyl, 1-pentyl, 
3-pentyl, 2-methylbutyl, 2,2,2-trifluoroethyl, 6-amidocarbonylhexyl, 4-methyl-2-pentyl, 
3-hydroxypropyl, 3-methoxy-2-propyl, 2-methoxyethyl, 2-methyl-2-butyl, 
3-methyl-2-butyl, 2-dimethylaminopropyl, 2-cyanoethyl, 6-hydroxyhexyl, 2-hydroxyethyl, 
2-amidinoethyl, 2-guanidinoethyl, 3-guanidinopropyl, 4-guanidinobutyl, 3-hydroxypropyl, 



Q s is CH 2 . 



20 



o o 



PHA 4160.1(3202/1) 
Express Mail No. EV 233502796 US PATENT 



4- hydroxybutyl, 6-cyanohexyl, 2-dimethylaminoethyl, 3-methylbutyl, 2-methylbutyl, 
(S)-2-methylbutyl, 3-aminopropyl, 2-hexyl, and 4-aminobutyl; 

A is selected from the group consisting of single covalent bond, CH 2 , CH 3 CH, 
and CH 2 CH 2 ; 

X° is selected from the group consisting of hydrido, hydroxy, amino, amidino, 
aminomethyl, cyano, methyl, trifluoromethyl, hydroxymethyl, and fluoro; 

R 1 is selected from the group consisting of hydrido, hydroxy, amino, 
aminomethyl, cyano, methyl, trifluoromethyl, and fluoro; 

R 2 is selected from the group consisting of 5-amino-3-amidocarbonylphenyl, 

5- amino-2-fluorophenyl, 3-amino-5-hydroxymethylphenyl, 
5-amino-3-methoxycarbonylphenyl, 3-amidinophenyl, 3-amino-2-methylphenyl, 
5-amino-2-methylthiophenyl, 3-aminophenyl, benzyl, 3-carboxyphenyl, 
3-carboxy-5-aminophenyl, 3-carboxy-5-hydroxyphenyl, 3-carboxymethyl-5-aminophenyl, 
3-carboxymethyl-5-hydroxyphenyl, 3-carboxymethylphenyl, 3-chlorophenyl, 
2-chlorophenyl, 2,6-dichlorophenyl, 3-cyanophenyl, 3-dimethylaminophenyl, 

2- fluorophenyl, 3-fluorophenyl, 2,5-difluorophenyl, 2-hydroxyphenyl, 3-hydroxyphenyl, 

3- methanesulfonylaminophenyl, 2-methoxyphenyl, 3-methoxyphenyl, 
3-methoxyaminophenyl, 3-methoxycarbonylphenyl, 2-methylaminophenyl, 
3-methylaminophenyl, 2-methylphenyl, 3-methylphenyl, 4-methylphenyl, phenyl, 
3-trifluoroacetamidophenyl, 3-trifluoromethylphenyl, 2-trifluoromethylphenyl, 
5-amino-2-thienyl, 5-amino-3-thienyl, 3-bromo-2-thienyl, 3-pyridyl, 4-pyridyl, 2-thienyi, 
and 3-thienyl; 

Y° is selected from the group consisting of: 
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4^e^_ 4 ^s^ R ^^_ R ^_ § ^ R ^^ R ^ benzene, 2 Q b -§^ 5 -S^^-4^^-2^^pyF^^ 
3^ b -6-Q 5 -^-R^-§-R^-4-R^ pyr i d i no, 3 Q b -§-Q 5 -4-R^-2-R^ thiophcno, and 

2- e n -§-Q 5 -8-R TO -4-R tt th i ophono ; 

R 16 and R 19 are independently selected from the group consisting of: 

ft)-hydrido, amidino, amino, aminomethyl, methoxy, methylamino, hydroxy, 

hydroxymethyl, fluoro, chloro, and cyano; ard 

(ttj-Q*' with tho prov i so that no moro than ono of and R ^4s-Q ta ot tho 

same t i me and that Q b -4s-Q be ; 

R 17 and R 18 are independently selected from the group consisting of hydrido, 
fluoro, chloro, hydroxy, hydroxymethyl, amino, carboxy, and cyano; 

Q b is selected from the group consisting of wherein Q te 4s hydrido and 
C(NR 25 )NR 23 R 24 ; 

R 23 , R 24 , and R 25 are independently selected from the group consisting of hydrido 
and methyl; and 
Q s is CH 2 . 

Claim 23 (currently amended): The compound as recited in C l aim claim 22 or a 
pharmaceutically acceptable salt thereof, wherein; 

B is selected from the group consisting of hydrido,ethyl, 2-propenyl, 2-propynyl, 
propyl, isopropyl, butyl, 2-butyl, (R)-2-butyl,(S)-2-butyl, terf-butyl, isobutyl, 1-pentyl, 

3- pentyl, 2-methylbutyl, 2,2,2-trifluoroethyl, 6-amidocarbonylhexyl, 4-methyl-2-pentyl, 
3-hydroxypropyl, 3-methoxy-2-propyl, 2-methoxyethyl, 2-methyl-2-butyl, 3-methyl- 
2-butyl, 2-dimethylaminopropyl, 2-cyanoethyl, 6-hydroxyhexyl, 2-hydroxyethyl, 
2-amidinoethyl, 2-guanidinoethyl, 3-guanidinopropyl, 4-guanidinobutyl, 
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3-hydroxypropyl, 4-hydroxybutyl, 6-cyanohexyl, 2-dimethylaminoethyl, 3-methylbutyl, 
2-methylbutyl, (S)-2-methylbutyl, 3-aminopropyl, 2-hexyl, and 4-aminobutyl; 

A is selected from the group consisting of single covalent bond, CH 2 , CH 3 CH, 
and CH 2 CH 2 ; 

X° is selected from the group consisting of hydrido, hydroxy, amino, amidino, 
aminomethyl, cyano, methyl, trifluoromethyl, hydroxymethyl, and fluoro; 

R 1 is selected from the group consisting of hydrido, hydroxy, amino, 
aminomethyl, cyano, methyl, trifluoromethyl, and fluoro; 

R 2 is selected from the group consisting of 5-amino-2-fluorophenyl, 3-amino- 

2- methylphenyl, 5-amino-2-methylthiophenyl, 3-aminophenyl, 3-carboxyphenyl, 

3- cyanophenyl, 3-methoxycarbonylphenyl, phenyl, and 3-pyridyl; and 

Y° is selected from the group consisting of 5-amidino-2-thienylmethyl, 

4- amidinobenzyl, 2-fluoro-4-amidinobenzyl, and 3-fluoro-4-amidinobenzyl. 

Claim 24 (currently amended): A compound as rec i ted i n C l a i m 17 where sa i d 
compound i s se l ected from the group hav i ng the formula : 




or a pharmaceut i ca l ^ acc e ptab l e sa l t th e reof, where i n: The compound of claim 1 7, or a 
pharmaceutical^ acceptable salt thereof, wherein: 

R 2 is 3-aminophenyl, B is 2,2,2-trifluoroethyl, A is single bond, Y° is 
4-amidinobenzyl, R 1 is hydrido, and X° is hydrido; 

R 2 is 3-aminophenyl, B is (S)-2-butyl, A is single bond, Y° is 4-amidinobenzyl, R 1 
is hydrido, and X° is hydrido; 
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R 2 is 5-amino-2-fluorophenyl, B is isopropyl, A is single bond, Y° is 
4-amidinobenzyl, R 1 is hydrido, and X° is hydrido; 

R 2 is 2-methyl-3-aminophenyl, B is isopropyl, A is single bond, Y° is 
4-amidinobenzyl, R 1 is hydrido, and X° is hydrido; 

R 2 is 3-aminophenyl, B is ethyl, A is single bond, Y° is 4-amidinobenzyl, R 1 is 
hydrido, and X° is hydrido; 

R 2 is 3-aminophenyl, B is ethyl, A is single bond, Y° is 4-amidino-2-fluorobenzyl, 
R 1 is hydrido, and X° is hydrido; 

R 2 is 3-aminophenyl, B is 2-propenyl, A is single bond, Y° is 4-amidinobenzyl, R 1 
is hydrido, and X° is hydrido; 

R 2 is 3-aminophenyl, B is isopropyl, A is single bond, Y° is 4-amidino- 
2-fluorobenzyl, R 1 is hydrido, and X° is hydrido; 

R 2 is 3-aminophenyl, B is isopropyl, A is single bond, Y° is 4-amidinobenzyl, R 1 is 
hydrido, and X° is hydrido; 

R 2 is 3-aminophenyl, B is 2-butyl, A is single bond, Y° is 4-amidinobenzyl, R 1 is 
hydrido, and X° is hydrido; 

R 2 is 3-aminophenyl, B is (R)-2-butyl, A is single bond, Y° is 4-amidinobenzyl, R 1 
is hydrido, and X° is hydrido; 

R 2 is 3-aminophenyl, B is 2-propynyl, A is single bond, Y° is 4-amidinobenzyl, R 1 
is hydrido, and X° is hydrido; 

R 2 is 3-aminophenyl, B is 3-pentyl, A is single bond, Y° is 4-amidinobenzyl, R 1 is 
hydrido, and X° is hydrido; 

R 2 is 3-aminophenyl, B is hydrido, A is CH 2 , Y° is 4-amidinobenzyl, R 1 is hydrido, 
and X° is hydrido; 

R 2 is 3-aminophenyl, B is ethyl, A is CH 2 , Y° is 4-amidinobenzyl, R 1 is hydrido, 
and X° is hydrido; 

R 2 is 3-aminophenyl, B is 2-methypropyl, A is single bond, Y° is 4-amidinobenzyl, 
R 1 is hydrido, and X° is hydrido; 

R 2 is 3-aminophenyl, B is 2-propyl, A is CH 3 CH, Y° is 4-amidinobenzyl, R 1 is 
hydrido, and X° is hydrido; 

R 2 is 3-aminophenyl, B is propyl, A is single bond, Y° is 4-amidino-2-fluorobenzyl, 
R 1 is hydrido, and X° is hydrido; 
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R 2 is 3-aminophenyl, B is 6-amidocarbonylhexyl, A is single bond, Y° is 
4-amidinobenzyl, R 1 is hydrido, and X° is hydrido; 

R 2 is 3-aminophenyl, B is tert-butyl, A is single bond, Y° is 4-amidinobenzyl, R 1 ' 
hydrido, and X° is hydrido; 

R 2 is 3-aminophenyl, B is tert-butyl, A is single bond, Y° is 4-amidinobenzyl, R 1 i 
hydrido, and X° is hydrido; 

R 2 is 3-aminophenyl, B is 3-hydroxypropyl, A is single bond, Y° is 
4-amidinobenzyl, R 1 is hydrido, and X° is hydrido; 

R 2 is 3-aminophenyl, B is 2-methylpropyl, A is single bond, Y° is 4-amidino- 
2-fluorobenzyl, R 1 is hydrido, and X° is hydrido; 

R 2 is 3-aminophenyl, B is butyl, A is single bond, Y° is 4-amidinobenzyl, R 1 is 
hydrido, and X° is hydrido; 

R 2 is 3-aminophenyl, B is 3-methoxy-2-propyl, A is single bond, Y° is 
4-amidinobenzyl, R 1 is hydrido, and X° is hydrido; 

R 2 is 3-aminophenyl, B is 3-methoxy-2-propyl, A is single bond, Y° is 
4-amidinobenzyl, R 1 is hydrido, and X° is hydrido; 

R 2 is 3-aminophenyl, B is 2-methoxy-2-ethyl, A is single bond, Y° is 
4-amidinobenzyl, R 1 is hydrido, and X° is hydrido; 

R 2 is 3-aminophenyl, B is 2-propyl, A is single bond, Y° is 5-amidino- 

2- thienylmethyl, R 1 is hydrido, and X° is hydrido; 

R 2 is 3-aminophenyl, B is 2-propyl, A is single bond, Y° is 4-amidino- 

3- fluorobenzyl, R 1 is hydrido, and X° is hydrido; 

R 2 is 3-carboxyphenyl, B is 2-propyl, A is single bond, Y° is 4-amidinobenzyl, R 1 
is hydrido, and X° is hydrido; 

R 2 is 3-aminophenyl, B is 2-propyl, A is single bond, Y° is 4-amidino- 

3- fluorobenzyl, R 1 is hydrido, and X° is hydrido; 

R 2 is 3-aminophenyl, B is 2,2,2-trifluoroethyl, A is single bond, Y° is 

4- amidinobenzyl, R 1 is aminomethyl, and X° is hydrido; 

R 2 is 3-aminophenyl, B is (S)-2-butyl, A is single bond, Y° is 4-amidinobenzyl, R 
is aminomethyl, and X° is hydrido; 

R 2 is 5-amino-2-fluorophenyl, B is isopropyl, A is single bond, Y° is 
4-amidinobenzyl, R 1 is aminomethyl, and X° is hydrido; 
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R 2 is 2-methyl-3-aminophenyl, B is isopropyl, A is single bond, Y° is 
4-amidinobenzyl, R 1 is aminomethyl, and X° is hydrido; 

R 2 is 3-aminophenyl, B is ethyl, A is single bond, Y° is 4-amidinobenzyl, R 1 is 
aminomethyl, and X° is hydrido; 

R 2 is 3-aminophenyl, B is ethyl, A is single bond, Y° is 4-amidino-2-fluorobenzyl, 
R 1 is aminomethyl, and X° is hydrido; 

R 2 is 3-aminophenyl, B is 2-propenyl, A is single bond, Y° is 4-amidinobenzyl, R 1 
is aminomethyl, and X° is hydrido; 

R 2 is 3-aminophenyl, B is isopropyl, A is single bond, Y° is 4-amidino- 
2-fluoro benzyl, R 1 is aminomethyl, and X° is hydrido; 

R 2 is 3-aminophenyl, B is isopropyl, A is single bond, Y° is 4-amidinobenzyl, R 1 is 
aminomethyl, and X° is hydrido; 

R 2 is 3-aminophenyl, B is 2-butyl, A is single bond, Y° is 4-amidinobenzyl, R 1 is 
aminomethyl, and X° is hydrido; 

R 2 is 3-aminophenyl, B is (R)-2-butyl, A is single bond, Y° is 4-amidinobenzyl, R 1 
is aminomethyl, and X° is hydrido; 

R 2 is 3-aminophenyl, B is 2-propynyl, A is single bond, Y° is 4-amidinobenzyl, R 1 
is aminomethyl, and X° is hydrido; 

R 2 is 3-aminophenyl, B is 3-pentyl, A is single bond, Y° is 4-amidinobenzyl, R 1 is 
aminomethyl, and X° is hydrido; 

R 2 is 3-aminophenyl, B is hydrido, A is CH 2 , Y° is 4-amidinobenzyl, R 1 is 
aminomethyl, and X° is hydrido; 

R 2 is 3-aminophenyl, B is ethyl, A is CH 2 , Y° is 4-amidinobenzyl, R 1 is 
aminomethyl, and X° is hydrido; 

R 2 is 3-aminophenyl, B is 2-methypropyl, A is single bond, Y° is 4-amidinobenzyl, 
R 1 is aminomethyl, and X° is hydrido; 

R 2 is 3-aminophenyl, B is 2-propyl, A is CH 3 CH, Y° is 4-amidinobenzyl, R 1 is 
aminomethyl, and X° is hydrido; 

R 2 is 3-aminophenyl, B is propyl, A is single bond, Y° is 4-amidino-2-fluorobenzyl, 
R 1 is aminomethyl, and X° is hydrido; 

R 2 is 3-aminophenyl, B is 6-amidocarbonylhexyl, A is single bond, Y° is 
4-amidinobenzyl, R 1 is aminomethyl, and X° is hydrido; 
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R 2 is 3-aminophenyl, B is tert-butyl, A is single bond, Y° is 4-amidinobenzyl, R 1 
aminomethyl, and X° is hydrido; 

R 2 is 3-aminophenyl, B is tert-butyl, A is single bond, Y° is 4-amidinobenzyl, R 1 
aminomethyl, and X° is hydrido; 

R 2 is 3-aminophenyl, B is 3-hydroxypropyl, A is single bond, Y° is 
4-amidinobenzyl, R 1 is aminomethyl, and X° is hydrido; 

R 2 is 3-aminophenyl, B is 2-methylpropyl, A is single bond, Y° is 4-amidino- 
2-fluorobenzyl, R 1 is aminomethyl, and X° is hydrido; 

R 2 is 3-aminophenyl, B is butyl, A is single bond, Y° is 4-amidinobenzyl, R 1 is 
aminomethyl, and X° is hydrido; 

R 2 is 3-aminophenyl, B is 3-methoxy-2-propyl, A is single bond, Y° is 
4-amidinobenzyl, R 1 is aminomethyl, and X° is hydrido; 

R 2 is 3-aminophenyl, B is 3-methoxy-2-propyl, A is single bond, Y° is 
4-amidinobenzyl, R 1 is aminomethyl, and X° is hydrido; 

R 2 is 3-aminophenyl, B is 2-methoxy-2-ethyl, A is single bond, Y° is 
4-amidinobenzyl, R 1 is aminomethyl, and X° is hydrido; 

R 2 is 3-aminophenyl, B is 2-propyl, A is single bond, Y° is 5-amidino- 

2- thienylmethyl, R 1 is aminomethyl, and X° is hydrido; 

R 2 is 3-aminophenyl, B is 2-propyl, A is single bond, Y° is 4-amidino- 

3- fluorobenzyl, R 1 is aminomethyl, and X° is hydrido; 

R 2 is 3-carboxyphenyl, B is 2-propyl, A is single bond, Y° is 4-amidinobenzyl, R 
is aminomethyl, and X° is hydrido; or 

R 2 is 3-aminophenyl, B is 2-propyl, A is single bond, Y° is 4-amidino- 
3-fluorobenzyl, R 1 is aminomethyl, and X° is hydrido. 

Claims 25-32 (cancelled) 

Claim 33 (currently amended): A compound having the Formula: 
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or a pharmaceutical^ acceptable salt thereof, wherein; 

B is selected from the group consisting of hydrido, C2-C8 alkyl, C3-C8 alkenyl, 
C3-C8 alkynyl, and C2-C8 haloalkyl, wherein each member of group B is optionally 
substituted at any carbon up to and including 6 atoms from the point of attachment of B 
to A with one or more of the group consisting of R 32 , R 33 , R 34 , R 35 , and R 36 ; 

R 32 , R 33 , R 34 , R 35 , and R 36 are independently selected from the group consisting 
of hydrido, acetamido, haloacetamido, amidino, guanidino, alkoxy, hydroxy, amino, 
alkoxyamino, lower alkylamino, alkylthio, amidosulfonyl, monoalkyl amidosulfonyl, 
dialkyl amidosulfonyl, alkyl, halo, haloalkyl, haloalkoxy, hydroxyalkyl, carboalkoxy, 
carboxy, carboxamido, cyano, and Q b ; 

R 9 , R 10 , R 11 , R 12 , and R 13 are independently selected from the group consisting of 
hydrido, acetamido, haloacetamido, alkoxyamino, alkanoyl, haloalkanoyl, amidino, 
guanidino, alkylenedioxy, haloalkylthio, heteroaryl, heterocyclyl, alkoxy, hydroxy, amino, 
lower alkylamino, alkylthio, alkylsulfinyl, alkylsulfonyl, alkylsulfonamido, amidosulfonyl, 
monoalkyl amidosulfonyl, dialkyl amidosulfonyl, alkyl, halo, haloalkyl, haloalkoxy, 
hydroxyalkyl, aminoalkyl, carboalkoxy, carboxyalkyl, carboxy, carboxamido, and cyano; 

A is selected from the group consisting of single covalent bond and 
(CH(R 15 )) pa -(W 7 ) rr wherein rr is an integer selected from 0 through 1 , pa is an integer 
selected from 0 through 3, and W 7 is selected from the group consisting of (R 7 )NC(0) 
and N(R 7 ) with the proviso that no more than one of the group consisting of rr and pa is 
0 at the same time; 
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R 7 is selected from the group consisting of hydrido, hydroxy and alkyl; 

R 15 is selected from the group consisting of hydrido, halo, alkyl, and haloalkyl; 

X° is selected from the group consisting of hydrido, alkyl, cyano, halo, haloalkyl, 
haloalkoxy, amino, aminoalkyl, alkylamino, amidino, hydroxy, hydroxyamino, alkoxy, 
hydroxyalkyl, alkoxyamino, thiol, and alkylthio; 

W, X, Y, and Z are independently selected from the group consisting of C(R 9 ), 
C(R 10 ), C(R 11 ), C(R 12 ), N, N(R 10 ), O, S and a covalent bond with the provisos that one of 
W, X, Y, and Z is independently selected to be a covalent bond when one of W, X, Y, 
and Z is selected from the group consisting of N, N(R 10 ), O, and S, no more than one of 
W, X, Y, and Z is optionally selected from the group consisting of O and S, and no more 
than three of W, X, Y, and Z are optionally selected from the group consisting of N and 
N(R 10 ); 

Y° is an aryl or heteroaryl of 5 or 6 ring members of the formula (IV): 




6^ k 2 R 
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wherein D 5 , D 6 , J 5 , and J 6 are independently selected from the group consisting of C, N, 
O, S and a covalent bond with the provisos that no more than one is a covalent bond, 
K 2 i s C, no more than one of D 5 , D 6 , J 5 , and J 6 is O, no more than one of D 5 , D 6 , J 5 , and 
J 6 is S, one of D 5 , D 6 , J 5 , and J 6 must be a covalent bond when two of D 5 , D 6 , J 5 , and J 6 
are O and S, and no more than four of D 5 , D 6 , J 5 , and J 6 are N, with the provisos that 
R 16 , R 17 , R 18 , and R 19 are each independently selected to maintain the tetravalent nature 
of carbon, trivalent nature of nitrogen, the divalent nature of sulfur, and the divalent 
nature of oxygen; 

R 16 , R 17 , and R 18 , and R 19 are independently selected from the group consisting 
of hydrido, amidino, guanidino, carboxy, haloalkylthio, alkoxy, hydroxy, amino, 
alkoxyamino, lower alkylamino, alkylthio, alkylsulfinyl, alkylsulfonyl, alkanoyl, 
haloalkanoyl, alkyl, halo, haloalkyl, haloalkoxy, hydroxyalkyl, aminoalkyl, and cyano; 
and aro indopondont l y so l octod from tho group consisting of: 

(i) hydrido, am i d i no, guan i dino, carboxy, ha l oalkylth i o, alkoxy, hydroxy, 

am i no, a l koxyam i no, l ower a l kylam i no, alky l thio, a l ky l su l f i ny l , a l ky l sulfony l , a l kanoy l , 
haloalkanoy l , alky l , ha l o, ha l oalkyl, ha l oalkoxy, hydroxya l ky l , aminoalkyl, and cyano; 
and 

(tt)-Q b w i th tho proviso that no more than ono of R ^ and R ^4s-Q tr at tho 

same t i me and that Q k^s-Q^; 

Q b is selected from the group consisting of NR 20 R 21 , whoro i n Q ^-is hydrido, 
N(R 26 )C(NR 25 )N(R 23 )(R 24 ), and C(NR 25 )NR 23 R 24 , with the provisos that no more than one 
of R 20 and R 21 is hydroxy, amino, alkylamino, or dialkylamino at the same time and that 
no more than one of R 23 and R 24 is hydroxy, amino, alkylamino, or dialkylamino at the 
same t i me ; 

R 20 , R 21 , R 23 , R 24 , R 25 , and R 26 are independently selected from the group 
consisting of hydrido, alkyl, hydroxy, amino, alkylamino and dialkylamino; and 

Q s is selected from the group consisting of a single covalent bond, CH 2 , and 
CH 2 CH 2 . 

Claim 34 (currently amended): The compound as recited in Claim claim 33 or a 
pharmaceutical^ acceptable salt thereof, wherein; 

B is selected from the group consisting of hydrido, ethyl, 2-propenyl, 2-propynyl, 
propyl, isopropyl, butyl, 2-butenyl, 3-butenyl, 2-butynyl, sec-butyl, tert-butyl, isobutyl, 
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2-methylpropenyl, 1-pentyl, 2-pentenyl, 3-pentenyl, 4-pentenyl, 2-pentynyl, 3-pentynyl, 
2-pentyl, 1-methyl-2-butenyl, 1-methyl-3-butenyl, 1-methyl-2-butynyl, 3-pentyl, 

1- ethyl-2-propenyl, 2-methylbutyl, 2-methyl-2-butenyl, 2-methyl-3-butenyl, 

2- methyl-3-butynyl, 3-methylbutyl, 3-methyl-2-butenyl, 3-methyl-3-butenyl, 1-hexyl, 
2-hexenyl, 3-hexenyl, 4-hexenyl, 5-hexenyl, 2-hexynyl, 3-hexynyl, 4-hexynyl, 2-hexyl, 
1-methyl-2-pentenyl, 1-methyl-3-pentenyl, 1-methyl-4-pentenyl, 1-methyl-2-pentynyl, 

1- methyl-3-pentynyl, 3-hexyl, 1-ethyl-2-butenyl, 1-ethyl-3-butenyl, 1-propyl-2-propenyl, 
1 -ethyl-2-butynyl, 1-heptyl, 2-heptenyl, 3-heptenyl, 4-heptenyl, 5-heptenyl, 6-heptenyl, 

2- heptynyl, 3-heptynyl, 4-heptynyl, 5-heptynyl, 2-heptyl, 1-methyl-2-hexenyl, 
1-methyl-3-hexenyl, 1-methyl-4-hexenyl, 1-methyl-5-hexenyl, 1-methyl-2-hexynyl, 
1-methyl-3-hexynyl, 1-methyl-4-hexynyl, 3-heptyl, 1-ethyl-2-pentenyl, 1-ethyl-3-pentenyl, 

1- ethyl-4-pentenyl, 1-butyl-2-propenyl, 1-ethyl-2-pentynyl, 1-ethyl-3-pentynyl, 
2,2,2-trifluoroethyl, 2,2-difluoropropyl, 4-trifluoromethyl-5 J 5,5-trifluoropentyl, 
4-trifluoromethylpentyl, 5,5,6,6,6-pentafluorohexyl, and 3,3,3-trifluoropropyl, wherein 
each member of group B is optionally substituted at any carbon up to and including 5 
atoms from the point of attachment of B to A with one or more of the group consisting of 
R 32 , R 33 , R 34 , R 35 , and R 36 ; 

R 32 , R 33 , R 34 , R 35 , and R 36 are independently selected from the group consisting 
of hydrido, amidino, guanidino, carboxy, methoxy, ethoxy, isopropoxy, propoxy, 
hydroxy, amino, methoxyamino, ethoxyamino, acetamido, trifluoroacetamido, 
N-methylamino, dimethylamino, N-ethylamino, methylthio, ethylthio, isopropylthio, 
trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, 2,2,3,3,3-pentafluoropropyl, 
trifluoromethoxy, 1,1,2,2-tetrafluoroethoxy, fluoro, chloro, bromo, amidosulfonyl, 
N-methylamidosulfonyl, N,N-dimethylamidosulfonyl, hydroxymethyl, 1-hydroxyethyl, 

2- hydroxyethyl, 2,2,2-trifluoro-1-hydroxyethyl, methoxycarbonyl, ethoxycarbonyl, 
amidocarbonyl, N-methylamidocarbonyl, N,N-dimethylamidocarbonyl, cyano, and Q b ; 

A is selected from the group consisting of: 

(i) a single covalent bond, NH, N(CH 3 ), N(OH), CH 2 , CH 3 CH, CF 3 CH, 
NHC(O), N(CH 3 )C(0), C(0)NH, C(0)N(CH 3 ), CH 2 CH 2 , CH 2 CH 2 CH 2) CH 3 CHCH 2 , and 
CF 3 CHCH 2 ; and 

(ii) CH 2 N(CH 3 ), CH 2 N(CH 2 CH 3 ), CH 2 CH 2 N(CH 3 ), and CH 2 CH 2 N(CH 2 CH 3 ) 
with the proviso that B is hydrido; 



31 



o o 



PHA 4160.1(3202/1) 
Express Mail No. EV 233502796 US PATENT 



X° is selected from the group consisting of hydrido, hydroxy, amino, amidino, 
hydroxyamino, aminomethyl, 1-aminoethyl, methylamino, dimethylamino, cyano, 
methyl, ethyl, trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, methoxy, 
hydroxymethyl, 1-hydroxyethyl, 2-hydroxyethyl, methoxyamino, methylthio, ethylthio, 
trifluoromethoxy, 1,1,2,2-tetrafluoroethoxy, fluoro, chloro, and bromo; 

W, X, Y, and Z are independently selected from the group consisting of CH, N, 
CF, CCI, C-CN, C-CH 3 , C-CH 2 CH 3 , C-NH 2 , C-CH 2 NH 2 , C-CH 2 NHCH 3 , C-NHCH 3 , 
C-N(CH 3 ) 2 , C-CH(NH 2 )CH 3 , C-CH 2 CH 2 NH 2 , C-NHOCH 3 , C-NHOCH 2 CH 3 , C-C(NH)NH 2 , 
C-C(NOH)NH 2 , C-OH, C-CH 2 OH, C-CH 2 CH 2 OH, C-CH(OH)CH 3 , C-OCH 3> C-OCH 2 CH 3 , 
C-C0 2 H, C-C0 2 CH 3) C-C(0)NH 2 , C-C(0)NHCH 3> C-C(0)NH(CH 3 ) 2 , C-CH 2 C0 2 H, 
C-S0 2 NH 2 , C-S0 2 NHCH 3 , C-NH(0)CCH 3 , and C-NH(0)CCF 3 ; 

Y° is selected from the group consisting of: 
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3-e b -6-Q 5 -2-R^-5-R^-4-R^ pyr i d i no, 2 Q b -4-Q 5 -3-R 1d -6-R te pyrazino, 
3-e b ^Q s -2-R^-§-R t8 -4-R^pyridazinc, 2 Q b -§-Q 5 -6-R t? -4-R^ pyrim i dino, 
5 = efa^Qs^ R ^^ R ^ p yr i mid j nQ) 3 Q *L§^M^-2-R^ th i ophon o , 

g^ b -5^ s -3^-44^thiophonc, 3 Q b -§-Q 5 -4-R^-2-R^ furon, 2 Q ta -^ s -3-R^-4-R tf fafaft T 
»e b -§-Q s -4-R^-2-R^pyrrolc, 2 Q b -§-Q 5 -3-R^-4-R^ pyrro l c, 4 Q b -2-Q s -5-R^ im i dazolc, 
2-e b -4-Q s -&-R^i m i dQzo l o, 3 Q b -5-Q s -4-R**is oxazolo, 5 Q b -3-Q 5 -4-R^ isoxazolc, 
g^ b -5^-4~R^pyrazolc, 4 Q ^_g^^^R^ th i azo l Q, and 2 Q b -5-Q s -4-R t? th i azolo ; 

R 16 , R 17 , and R 18 , and R 19 are independently selected from the group consisting 
of hydrido, methyl, ethyl, isopropyl, propyl, carboxy, amidino, guanidino, methoxy, 
ethoxy, isopropoxy, propoxy, hydroxy, amino, aminomethyl, 1-aminoethyl, 2-aminoethyl, 
N-methylamino, dimethylamino, N-ethylamino, methylthio, ethylthio, isopropylthio, 
trifluoromethylthio, methylsulfinyl, ethylsulfinyl, methylsulfonyl, ethylsulfonyl, 
trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, 2,2,3,3,3-pentafluoropropyl, 
trifluoromethoxy, 1 ,1 ,2,2-tetrafluoroethoxy, fluoro, chloro, bromo, amidosulfonyl, 
N-methylamidosulfonyl, N,N-dimethylamidosulfonyl, hydroxy methyl, 1-hydroxyethyl, 
2-hydroxyethyl, 2,2,2-trifluoro-1-hydroxyethyl, and cyano; 

and R ^ aro i ndopondont l y so l octod from tho group cons i sting of: 

( i ) hydrido, methy l , ethy l , i sopropy l , propy l , carboxy, amid i no, guanid i no, 

methoxy, ethoxy, i sopropoxy, propoxy, hydroxy, am i no, aminomethy l , 1-aminoethyl, 
2-am i noethy l , N-methy l am i no, dimethy l amino, N-ethy l am i no, methylthio, ethy l thio, 
isopropy l th i o, trif l uoromethylthio, methy l sulf i nyl, ethy l sulf i ny l , methy l su l fony l , 
ethy l su l fonyl, tr i fluoromethy l , pentaf l uoroethy l , 2,2,2-trifluoroethyl, 
2,2,3,3,3-pentafluoropropy l , trifluoromethoxy, 1,1,2,2-tetraf l uoroethoxy, fluoro, ch l oro, 
bromo, am i dosu l fony l , N-methy l am i dosu l fony l , N,N-d i methy l am i dosu l fony l , 
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hydroxy methyl, 1-hydroxy e thy l , 2-hydroxyethy l , 2,2,24rif l uorO"1"hydroxyethy l , and 
cyano; and 

(tt)-Q ta with the prov i oo that no more than one of and R ^-is-Q* at tho 

same t i me and that Q Ms-Q^; 

Q b is selected from the group consisting of NR 20 R 21 , wherein Q ^-is hydrido, 
C(NR 25 )NR 23 R 24 , and N(R 26 )C(NR 25 )N(R 23 )(R 24 ), with the provisos that no more than one 
of R 20 and R 21 is hydroxy at the same t i me and that no more than one of R 23 and R 24 is 
hydroxy at the same t i me ; 

R 20 , R 21 , R 23 , R 24 , R 25 , and R 26 are independently selected from the group 
consisting of hydrido, methyl, ethyl, propyl, butyl, isopropyl, and hydroxy; and 

Q s is selected from the group consisting of a single covalent bond, CH 2 , and 
CH 2 CH 2 . 

Claim 35 (currently amended): The compound as recited in C l a i m claim 34 or a 
pharmaceutical^ acceptable salt thereof, wherein; 

B is selected from the group consisting of hydrido, ethyl, 2-propenyl, 2-propynyl, 
propyl, isopropyl, butyl, 2-butyl, (R)-2-butyl,(S)-2-butyl, terf-butyl, isobutyl, 1-pentyl, 
3-pentyl, 2-methylbutyl, 2,2,2-trifluoroethyl, 6-amidocarbonylhexyl, 4-methyl-2-pentyl, 

3- hydroxypropyl, 3-methoxy-2-propyl, 2-methoxyethyl, 2-methyl-2-butyl, 3-methyl- 
2-butyl, 2-dimethylaminopropyl, 2-cyanoethyl, 6-hydroxyhexyl, 2-hydroxyethyl, 
2-amidinoethyl, 2-guanidinoethyl, 3-guanidinopropyl, 4-guanidinobutyl, 3-hydroxypropyl, 

4- hydroxy butyl, 6-cyanohexyl, 2-dimethylaminoethyl, 3-methylbutyl, 2-methylbutyl, 
(S)-2-methylbutyl, 3-aminopropyl, 2-hexyl, and 4-aminobutyl; 

A is selected from the group consisting of single covalent bond, CH 2 , NHC(O), 
CH 2 CH 2 , and CH 2 CH 2 CH 2 ; 

X° is selected from the group consisting of hydrido, hydroxy, amino, amidino, 
hydroxyamino, aminomethyl, methylamino, cyano, methyl, trifluoromethyl, methoxy, 
hydroxymethyl, methoxyamino, methylthio, trifluoromethoxy, fluoro, and chloro; 

W and Z are independently selected from the group consisting of CH, N, CF, 
CCI, C-CN, C-NH 2 , C-CH 2 NH 2 , C-NHCH 3 , C-OH, C-CH 2 OH, C-C0 2 H, and C-C(0)NH 2 ; 

X and Y are independently selected from the group consisting of CH, N, CF, 
C-CN, C-CH 3 , C-NH 2 , C-CH 2 NH 2 , C-CH 2 NHCH 3 , C-NHCH 3 , C-CH(NH 2 )CH 3 , 
C-CH 2 CH 2 NH 2 , C-NHOCH 3 , C-C(NH)NH 2 , C-C(NOH)NH 2 , C-OH, C-CH 2 OH, 
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C-CH 2 CH 2 OH, C-CH(OH)CH 3 , C-OCH 3 , C-C0 2 H, C-C(0)NH 2 , C-C(0)NHCH 3 , 
C-CH 2 C0 2 H, and C-S0 2 NH 2 ; 

Y° is selected from the group consisting of: 




4-e b -4-Q 5 -2-R^-3-R 1? -§-R^-6-R 1 ^ bonzono, 2 Q ta -§-Q 5 -6-R^-4-R^-2-R^ pyrid i nc, 
3°e b -6-Q 5 -2-R^-§-R^-4-R^ pyr i dino, 3 Q b -§-Q s -4-R^-2-R^ th i ophonc, and 
2-e ta -§-Q s -3-R^-4-R^ thiophono ; 

R 16 and R 19 are independently selected from the group consisting oft 

(t)-hydrido, amidino, amino, aminomethyl, methoxy, methylamino, hydroxy, 

hydroxymethyl, fluoro, chloro, and cyano; and 

ftt)-Q ta w i th tho prov i so that no moro than ono of and R ^4s-Q tJ at tho 

sam e t i me and that Q b 4s-Q be ; 

R 17 and R 18 are independently selected from the group consisting of hydrido, 
fluoro, chloro, hydroxy, hydroxymethyl, amino, carboxy, and cyano; 

Q b is selected from the group consisting of whoroin Q^4s hydrido and 
C(NR 25 )NR 23 R 24 ; 

R 23 , R 24 , and R 25 are independently selected from the group consisting of hydrido 
and methyl; and 
Q s is CH 2 . 
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Claim 36 (currently amended): The compound as recited in C l a i m claim 33 
having the Formula: 




or a pharmaceutical^ acceptable salt thereof, wherein; 

B is selected from the group consisting of hydrido, C2-C8 alkyl, C3-C8 alkenyl, 
C3-C8 alkynyl, and C2-C8 haloalkyl, wherein each member of group B is optionally 
substituted at any carbon up to and including 6 atoms from the point of attachment of B 
to A with one or more of the group consisting of R 32 , R 33 , R 34 , R 35 , and R 36 ; 

R 32 , R 33 , R 34 , R 35 , and R 36 are independently selected from the group consisting 
of hydrido, acetamido, haloacetamido, amidino, guanidino, alkoxy, hydroxy, amino, 
alkoxyamino, lower alkylamino, alkylthio, amidosulfonyl, monoalkyl amidosulfonyl, 
dialkyl amidosulfonyl, alkyl, halo, haloalkyl, haloalkoxy, hydroxyalkyl, carboalkoxy, 
carboxy, carboxamido, cyano, and Q b ; 

R 9 , R 11 , and R 13 are independently selected from the group consisting of hydrido, 
hydroxy, amino, amidino, guanidino, lower alkylamino, alkylthio, alkoxy, alkylsulfinyl, 
alkylsulfonyl, amidosulfonyl, monoalkyl amidosulfonyl, alkyl, halo, haloalkyl, haloalkoxy, 
hydroxyalkyl, carboxy, carboxamido, and cyano; 

R 10 and R 12 are independently selected from the group consisting of hydrido, 
acetamido, haloacetamido, amidino, guanidino, alkyl, alkoxy, alkoxyamino, aminoalkyl, 
hydroxy, amino, lower alkylamino, alkylsulfonamido, amidosulfonyl, monoalkyl 
amidosulfonyl, dialkyl amidosulfonyl, hydroxyalkyl, aminoalkyl, halo, haloalkyl, 
carboalkoxy, carboxy, carboxyalkyl, carboxyamido, and cyano; 

A is selected from the group consisting of single covalent bond and 
(CH(R 15 )) pa -(W 7 ) rr wherein rr is an integer selected from 0 through 1, pa is an integer 
selected from 0 through 3, and W 7 is N(R 7 ); 
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R 7 is selected from the group consisting of hydrido, hydroxy and alkyl; 

R 15 is selected from the group consisting of hydrido, halo, alkyl, and haloalkyl; 

X° is selected from the group consisting of hydrido, alkyl, cyano, halo, haloalkyl, 
haloalkoxy, amino, aminoalkyl, alkylamino, amidino, hydroxy, hydroxyamino, alkoxy, 
hydroxyalkyl, alkoxyamino, thiol, and alkylthio; 

R 1 " and R 2 arc takon together to bo W = X - Y = Z - wh o r o in - W = X - Y = Z - forms a r i ng 
se l ected from th e group consist i ng of a h e t e roary l r i ng hav i ng 6 cont i guous m e mbers 
and an ary l ; 



W, X, Y, and Z are independently selected from the group consisting of C(R 9 ), 
C(R 10 ), C(R 11 ), C(R 12 ), andN; 



'i /0 is an aryl or heteroaryi of 5 or 6 ring members of the formula (IV): 





R 



16 



19 



(IV) 
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wherein D 5 , D 6 , J 5 , and J 6 are independently selected from the group consisting of C, N, 
O, S and a covalent bond with the provisos that no more than one is a covalent bond, 
K 2 i s C, no more than one of D 5 , D 6 , J 5 , and J 6 is O, no more than one of D 5 , D 6 , J 5 , and 
J 6 is S, one of D 5 , D 6 , J 5 , and J 6 must be a covalent bond when two of D 5 , D 6 , J 5 , and J 6 
are O and S, and no more than four of D 5 , D 6 , J 5 , and J 6 are N, with the provisos that 
R 16 , R 17 , R 18 , and R 19 are each independently selected to maintain the tetravalent nature 
of carbon, trivalent nature of nitrogen, the divalent nature of sulfur, and the divalent 
nature of oxygen; 

R 16 , R 17 , and R 18 , and R 19 are independently selected from the group consisting 
of hydrido, amidino, guanidino, carboxy, haloalkylthio, alkoxy, hydroxy, amino, lower 
alkylamino, alkylthio, alkylsuifinyi, aikyisuifonyi, aikanoyi, haloaikanoyl, alkyl, halo, 
haloalkyl, haloalkoxy, hydroxyalkyl, aminoalkyl, and cyano; 

R 1 ^ and R ^ arc i ndopondont l y so l octod from the group consist i ng of: 

( i ) hydr i do, amid i no, guan i d i no, carboxy, haloa l kylth i o, a l koxy, hydroxy, 

amino, l ower a l ky l am i no, a l kylth i o, alky l su i f i ny i , aiky i su i fony i , a i kanoy i , haloa i kanoy l , 
a l ky l , ha l o, haloa l ky l , ha l oa l koxy, hydroxya l ky l , am i noalky l , and cyano; and 

(ti)-€fr b w i th tho proviso that no moro than ono of and R ^s-Q^ at tho 

same t i me and that Q b 4s-Q tae ; 

Q b is selected from the group consisting of NR 20 R 2 \ whoroin Q ^-is hydrido, 
N(R 26 )C(NR 25 )N(R 23 )(R 24 ), and C(NR 25 )NR 23 R 24 ; 

R 20 , R 21 , R 23 , R 24 , R 25 , and R 26 are independently selected from the group 
consisting of hydrido and alkyl; and 

Q s is CH 2 . 

Claim 37 (currently amended): The compound as recited in Cla i m claim 36 or a 
pharmaceutical^ acceptable salt thereof, wherein; 

B is selected from the group consisting of hydrido, ethyl, 2-propenyl, 2-propynyl, 
propyl, isopropyl, butyl, 2-butenyl, 2-butynyl, sec-butyl, terf-butyl, isobutyl, 

2- methylpropenyl, 1-pentyl, 2-pentenyl, 3-pentenyl, 2-pentynyl, 3-pentynyl, 2-pentyl, 

3- pentyl, 2-methylbutyl, 2-methyl-2-butenyl, 3-methylbutyl, 3-methyl-2-butenyl, 1-hexyl, 
2-hexenyl, 3-hexenyl, 4-hexenyl, 2-hexynyl, 3-hexynyl, 4-hexynyl, 2-hexyl, 1-methyl- 

2- pentenyl, 1-methyl-3-pentenyl, 1-methyl-2-pentynyl, 1-methyl-3-pentynyl, 3-hexyl, 
1-ethyl-2-butenyl, 1-heptyl, 2-heptenyl, 3-heptenyl, 4-heptenyl, 5-heptenyl, 2-heptynyl, 

3- heptynyl, 4-heptynyl, 5-heptynyl, 2-heptyl, 1-methyl-2-hexenyl, 1-methyl-3-hexenyl, 
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1-methyl-4-hexenyl, 1-methyl-2-hexynyl, 1-methyl-3-hexynyl, 1-methyl-4-hexynyl, 

3- heptyl, 1-ethyl-2-pentenyl, 1-ethyl-3-pentenyl, 1-ethyl-2-pentynyl, 1-ethyl-3-pentynyl, 
2,2,2-trifluoroethyl, 2,2-difluoropropyl, 4-trifluoromethyl-5,5,5-trifluoropentyl, 

4- trifluoromethylpentyl, 5,5,6,6,6-pentafluorohexyl, and 3,3,3-trifluoropropyl, wherein 
each member of group B is optionally substituted at any carbon up to and including 5 
atoms from the point of attachment of B to A with one or more of the group consisting of 
R 32 , R 33 , R 34 , R 35 , and R 36 ; 

R 32 , R 33 , R 34 , R 35 , and R 36 are independently selected from the group consisting 
of hydrido, amidino, guanidino, methyl, ethyl, methoxy, ethoxy, hydroxy, amino, 
N-methylamino, dimethylamino, methylthio, ethylthio, trifluoromethyl, pentafluoroethyl, 
2,2,2-Lriiiuoroeihyi, fiuoro, chioro, bromo, amidosuifonyi, N-methyiamidosulfonyl, 
hydroxymethyl, amidocarbonyl, carboxy, cyano, and Q b ; 

A is selected from the group consisting of: 

(i) a single covalent bond, NH, N(CH 3 ), CH 2 , CH 3 CH, and CH 2 CH 2 ; and 

(ii) CH 2 N(CH 3 ), CH 2 N(CH 2 CH 3 ), CH 2 CH 2 N(CH 3 ), and CH 2 CH 2 N(CH 2 CH 3 ) 
with the proviso that B is hydrido; 

X° is selected from the group consisting of hydrido, hydroxy, amino, amidino, 
aminomethyl, cyano, methyl, trifluoromethyl, hydroxymethyl, and fiuoro; 

W and Z are independently selected from the group consisting of CH, N, CF, 
CCI, C-CN, C-NH 2 , C-CH 2 NH 2 , C-NHCH 3 , C-OH, C-CH 2 OH, C-C0 2 H, and C-C(0)NH 2 ; 

X and Y are independently selected from the group consisting of CH, N, CF, 
C-CN, C-CH 3 , C-NH 2 , C-CH 2 NH 2 , C-CH 2 NHCH 3 , C-NHCH 3 , C-CH(NH 2 )CH 3 , 
C-CH 2 CH 2 NH 2 , C-NHOCH 3 , C-C(NH)NH 2 , C-C(NOH)NH 2 , C-OH, C-CH 2 OH, 
C-CH 2 CH 2 OH, C-CH(OH)CH 3 , C-OCH 3 , C-C0 2 H, C-C(0)NH 2 , C-C(0)NHCH 3 , 
C-CH 2 C0 2 H, and C-S0 2 NH 2 ; 

Q b is selected from the group consisting of NR 20 R 21 , C(NR 25 )NR 23 R 24 , and 
N(R 26 )C(NR 25 )N(R 23 )(R 24 ) , w i th the proviso that sa i d Q b group i s bondod diroct l y to a 
carbon atom ; 

R 20 , R 21 , R 23 , R 24 , R 25 , and R 26 are independently selected from the group 
consisting of hydrido, methyl, and ethyl; and 
Q s is CH 2 . 

Claim 38 (currently amended): The compound as recited in C l a i m claim 37 or a 
pharmaceutically acceptable salt thereof, wherein; 
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B is selected from the group consisting of hydrido, ethyl, 2-propenyl, 2-propynyl, 
propyl, isopropyl, butyl, 2-butyl, (R)-2-butyl,(S)-2-butyl, terf-butyl, isobutyl, 1-pentyl, 
3-pentyl, 2-methylbutyl, 2,2,2-trifluoroethyl, 6-amidocarbonylhexyl, 4-methyl-2-pentyl, 

3- hydroxypropyl, 3-methoxy-2-propyl, 2-methoxyethyl, 2-methyl-2-butyl, 3-methyl- 
2-butyl, 2-dimethylaminopropyl, 2-cyanoethyl, 6-hydroxyhexyl, 2-hydroxyethyl, 

2- amidinoethyl, 2-guanidinoethyl, 3-guanidinopropyl, 4-guanidinobutyl, 3-hydroxypropyl, 

4- hydroxybutyl, 6-cyanohexyl, 2-dimethylaminoethyl, 3-methylbutyl, 2-methylbutyl, 
(S)-2-methylbutyl, 3-aminopropyl, 2-hexyl, and 4-aminobutyl; 

A is selected from the group consisting of single covalent bond, CH 2 , CH 3 CH, 
and CH 2 CH 2 ; 

X° is seiecied from the group consisting of hydrido, hydroxy, amino, amidino, 
aminomethyl, cyano, methyl, trifluoromethyl, hydroxymethyl, and fluoro; 

W and Z are independently selected from the group consisting of CH, N, CF, 
CCI, C-CN, C-NH 2 , C-CH 2 NH 2 , C-OH, C-CH 2 OH, C-C0 2 H, and C-C(0)NH 2 ; 

X and Y are independently selected from the group consisting of CH, N, CF, 
C-CN, C-NH 2 , C-CH 2 NH 2 , C-CH 2 CH 2 NH 2 , C-C(NH)NH 2 , C-C(NOH)NH 2 , C-OH, 
C-CH 2 OH, C-CH 2 CH 2 OH, C-C0 2 H, C-C(0)NH 2 , and C-CH 2 C0 2 H; 

Q b is selected from the group consisting of NR 20 R 21 , C(NR 25 )NR 23 R 24 , and 
N(R 26 )C(NR 25 )N(R 23 )(R 24 ) , with the prov i so that sa i d Q b group io bonded d i roctly to a 
carbon atom ; 

R 20 , R 21 , R 23 , R 24 , R 25 , and R 26 are independently selected from the group 
consisting of hydrido, methyl, and ethyl; and 
Q s is CH 2 . 

Claim 39 (currently amended): The compound as recited in Cla i m claim 38 or a 
pharmaceutical^ acceptable salt thereof, wherein; 

B is selected from the group consisting of hydrido, ethyl, 2-propenyl, 2-propynyl, 
propyl, isopropyl, butyl, 2-butyl, (R)-2-butyl,(S)-2-butyl, tert-butyl, isobutyl, 1-pentyl, 

3- pentyl, 2-methylbutyl, 2,2,2-trifluoroethyl, 6-amidocarbonylhexyl, 4-methyl-2-pentyl, 

3- hydroxypropyl, 3-methoxy-2-propyl, 2-methoxyethyl, 2-methyl-2-butyl, 3-methyl- 
2-butyl, 2-dimethylaminopropyl, 2-cyanoethyl, 6-hydroxyhexyl, 2-hydroxyethyl, 
2-amidinoethyl, 2-guanidinoethyl, 3-guanidinopropyl, 4-guanidinobutyl, 3-hydroxypropyl, 

4- hydroxybutyl, 6-cyanohexyl, 2-dimethylaminoethyl, 3-methylbutyl, 2-methylbutyl, 
(S)-2-methylbutyl, 3-aminopropyl, 2-hexyl, and 4-aminobutyl; 
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A is selected from the group consisting of single covalent bond, CH 2 , CH 3 CH, 
and CH 2 CH 2 ; 

X° is selected from the group consisting of hydrido, hydroxy, amino, amidino, 
aminomethyl, cyano, methyl, trifluoromethyl, hydroxymethyl, and fluoro; 

W and Z are independently selected from the group consisting of CH, N, CF, 
CCI, C-CN, C-NH 2 , C-CH 2 NH 2 , C-OH, C-CH 2 OH, C-C0 2 H, and C-C(0)NH 2 ; 

X and Y are independently selected from the group consisting of CH, N, CF, 
C-CN, C-NH 2 , C-CH 2 NH 2 , C-CH 2 CH 2 NH 2 , C-C(NH)NH 2 , C-C(NOH)NH 2 , C-OH, 
C-CH 2 OH, C-CH 2 CH 2 OH, C-C0 2 H, C-C(0)NH 2 , and C-CH 2 C0 2 H; and 

Y° is selected from the group consisting of 5-amidino-2-thienylmethyl, 
4-amidinobenzyi, 2-f!uoro-4-arnidiriobenzyi, and 3-fiuoro-4-amidinobenzyi. 

Claim 40 (currently amended): A compound as r e cit e d in Claim 33 wh e r e sa i d 
compound i s s el ect e d from th e group having the formu l a : 




or a pharmac e ut i cal^ acc e ptab le sa l t th e r e of, wh e r e in: The compound of claim 33. or a 
pharmaceuticallv acceptable salt thereof, wherein: 

B is 2,2,2-trifluoroethyl, A is single bond, Y° is 4-amidinobenzyl, W is CH, X is 
C-NH 2 , Y is C-CH 2 C0 2 H, Z is CH, and X° is hydrido; 

B is (S)-2-butyl, A is single bond, Y° is 4-amidinobenzyl, W is N, X is C-CH 2 NH 2 , 
Y is C-C0 2 H, Z is CH, and X° is hydrido; 

B is isopropyl, A is single bond, Y° is 4-amidinobenzyl, W is C-OH, X is 
C-CH 2 CH 2 NH 2 , Y is C-OH, Z is CH, and X° is hydrido; 
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B is isopropyl, A is single bond, Y° is 4-amidinobenzyl, W is C-NH 2 , X is 
C-CH 2 OH, Y is C- NH 2 , Z is CH, and X° is hydrido; 

B is hydrido, A is CH 2 (CH 3 )N, Y° is 4-amidinobenzyl, W is CH, X is C-NH 2 , Y is 
C-CH 2 C0 2 H, Z is CH, and X° is hydrido; 

B is ethyl, A is single bond, Y° is 4-amidinobenzyl, W is N, X is C-CH 2 NH 2 , Y is 
C-C0 2 H, Z is CH, and X° is hydrido; 

B is ethyl, A is single bond, Y° is 4-amidino-2-fluorobenzyl, W is C-OH, X is 
C-CH 2 CH 2 NH 2 , Y is C-OH, Z is CH, and X° is hydrido; 

B is 2-propenyl, A is single bond, Y° is 4-amidinobenzyl, W is C-NH 2 , X is 
C-CH 2 OH, Y is C- NH 2 , Z is CH, and X° is hydrido; 

B is isopropyi, A is singie bond, Y° is 4-amidino-2-fiuorobenzyi, W is CH, X is 
C-NH 2 , Y is C-CH 2 C0 2 H, Z is CH, and X° is hydrido; 

B is isopropyl, A is single bond, Y° is 4-amidinobenzyl, W is N, X is C-CH 2 NH 2 , Y 
is C-C0 2 H, Z is CH, and X° is hydrido; 

B is 2-butyl, A is single bond, Y° is 4-amidinobenzyl, W is C-OH, X is 
C-CH 2 CH 2 NH 2 , Y is C-OH, Z is CH, and X° is hydrido; 

B is (R)-2-butyl, A is single bond, Y° is 4-amidinobenzyl, W is C-NH 2 , X is 
C-CH 2 OH, Y is C- NH 2 , Z is CH, and X° is hydrido; 

B is 2-propynyl, A is single bond, Y° is 4-amidinobenzyl, W is CH, X is C-NH 2 , Y 
is C-CH 2 C0 2 H, Z is CH, and X° is hydrido; 

B is hydrido, A is CH 2 , Y° is 4-amidinobenzyl, W is N, X is C-CH 2 NH 2 , Y is 
C-C0 2 H, Z is CH, and X° is hydrido; 

B is 2,2,2-trifluoroethyl, A is single bond, Y° is 4-amidinobenzyl, W is C-OH, X is 
C-CH 2 CH 2 NH 2 , Y is C-OH, Z is CH, and X° is hydrido; 

B is (S)-2-butyl, A is single bond, Y° is 4-amidinobenzyl, W is C-NH 2 , X is 
C-CH 2 OH, Y is C- NH 2 , Z is CH, and X° is hydrido; 

B is isopropyl, A is single bond, Y° is 4-amidinobenzyl, W is CH, X is C-NH 2 , Y is 
C-CH 2 C0 2 H, Z is CH, and X° is hydrido; 

B is isopropyl, A is single bond, Y° is 4-amidinobenzyl, W is N, X is C-CH 2 NH 2 , Y 
is C-C0 2 H, Z is CH, and X° is hydrido; 

B is hydrido, A is CH 2 (CH 3 )N, Y° is 4-amidinobenzyl, W is C-OH, X is 
C-CH 2 CH 2 NH 2 , Y is C-OH, Z is CH, and X° is hydrido; 

B is ethyl, A is single bond, Y° is 4-amidinobenzyl, W is C-NH 2 , X is C-CH 2 OH, Y 
is C- NH 2 , Z is CH, and X° is hydrido; 
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B is ethyl, A is single bond, Y° is 4-amidino-2-fluorobenzyl, W is CH, X is C-NH 2 , 

Y is C-CH 2 C0 2 H, Z is CH, and X° is hydrido; 

B is 2-propenyl, A is single bond, Y° is 4-amidinobenzyl, W is N, X is C-CH 2 NH 2 , 

Y is C-C0 2 H, Z is CH, and X° is hydrido; 

B is isopropyl, A is single bond, Y° is 4-amidino-2-fluorobenzyl, W is C-OH, X is 
C-CH 2 CH 2 NH 2 , Y is C-OH, Z is CH, and X° is hydrido; 

B is isopropyl, A is single bond, Y° is 4-amidinobenzyl, W is C-NH 2 , X is 
C-CH 2 OH, Y is C- NH 2 , Z is CH, and X° is hydrido; 

B is 2-butyl, A is single bond, Y° is 4-amidinobenzyl, W is CH, X is C-NH 2 , Y is 
C-CH 2 C0 2 H, Z is CH, and X° is hydrido; 

B is (R)-2-butyi, A is singie bond, Y G is 4-amidinobenzyl, W is N, X is C-CH 2 NH 2 , 

Y is C-C0 2 H, Z is CH, and X° is hydrido; 

B is 2-propynyl, A is single bond, Y° is 4-amidinobenzyl, W is C-OH, X is 
C-CH 2 CH 2 NH 2 , Y is C-OH, Z is CH, and X° is hydrido; or 

B is hydrido, A is CH 2 , Y° is 4-amidinobenzyl, W is C-NH 2 , X is C-CH 2 OH, Y is 
C- NH 2 , Z is CH, and X° is hydrido. 

Claims 41-45 (cancelled) 

Claim 46 (currently amended): A composition for inhibiting thrombotic conditions 
in blood comprising a compound of any one of C l a i m s claims 24 or 40 and a 
pharmaceutically acceptable carrier. 

Claim 47 (currently amended): A composition for inhibiting thrombotic conditions 
in blood comprising a compound of any one of C l a i ms claims 1 7 through 23, or Cla i ms 
claims 33 through 39, or C l aims 41 through 44 and a pharmaceutically acceptable 
carrier. 

Claim 48 (currently amended): A method for inhibiting thrombotic conditions in 
blood comprising adding to blood a therapeutically effective amount of a composition of 
any one of Cla i m s claims 46 or 47. 
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Claim 49 (currently amended): A method for inhibiting formation of blood platelet 
aggregates in blood comprising adding to blood a therapeutically effective amount of a 
composition of any one of Claims claims 46 or 47. 

Claim 50 (currently amended): A method for inhibiting thrombus formation in 
blood comprising adding to blood a therapeutically effective amount of a composition of 
any one of C l a i ms claims 46 or 47. 

Claim 51 (currently amended): A method for treating or preventing venuous 
thromboembolism and pulmonary embolism in a mammal comprising administering to 
the mammal a therapeutically effective amount of a composition of any one of C l a i ms 
claims 46 or 47. 

Claim 52 (currently amended): A method for treating or preventing deep vein 
thrombosis in a mammal comprising administering to the mammal a therapeutically 
effective amount of a composition of any one of Claims claims 46 or 47. 

Claim 53 (currently amended): A method for treating or preventing cardiogenic 
thromboembolism in a mammal comprising administering to the mammal a 
therapeutically effective amount of a composition of any one of C l a i ms claims 46 or 47. 

Claim 54 (currently amended): A method for treating or preventing 
thromboembolic stroke in humans and other mammals comprising administering to the 
mammal a therapeutically effective amount of a composition of any one of C l a i ms 
claims 46 or 47. 

Claim 55 (currently amended): A method for treating or preventing thrombosis 
associated with cancer and cancer chemotherapy in humans and other mammals 
comprising administering to the mammal a therapeutically effective amount of a 
composition of any one of Claims claims 46 or 47. 

Claim 56 (currently amended): A method for treating or preventing unstable 
angina in humans and other mammals comprising administering to the mammal a 
therapeutically effective amount of a composition of any one of Cla i ms claims 46 or 47. 
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Claim 57 (currently amended): A method for inhibiting thrombus formation in 
blood comprising adding to blood a therapeutically effective amount of a compound of 
any one of C l aims claims 1 7-24 or 33-44 40 with a therapeutically effective amount of 
fibrinogen receptor antagonist. 
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